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7 f - y y -~ ;i. *j i 1: y y y tf y y y--;i- #0 2 s^a 
s^#-ts 0 if* Kttt°ny;k <syyy;k. 
y y ;y t'jy/k t. y 5 y ;k t; 7 y-/k n u r y 
y;k rk^yy/k ^y^yyy;k ^-^yyy;k 
t*f yryy;k ^y^-ryy/k -ryyy^k ^7 
y'7y y;k yy/k fx-;k -fynu/k <yxt 
y ;k Kyyy'jtVt td&Kyyi-^-)iT$> 

[0 0 17] KfnSSSj fc(i:_kJB r^n7'J 

ik.ka#t a-i^j->u>j^)^ 
-it t*r- tA--y — 



^y^-;k y^V(J/k yf7y~/k -Ysyy'lj 
y-/k ^ $yyy-;i/, ^n,^y;k ^;k*yy, * 
^r^y-;K .^^f-y7y';k y^y/k ^iff-r 

-;k t^tf7y~;k tt-fi-ty-Jl-. t^-fV 

ijy-/K tf^Mfyy— /k t^^k— ;iy. t^yy^. 

i?^/k tfny^;k fl7hFnt7-;k f-7^7 
yyy-;l-, ^7~/k -f-7k^k f7y'7y-;k 

-;k 2ft-? a* -/k ?VJ-/k ??77-;k 1,3 

-y*^^yy-;k kF^/k y-f yKy- 
;k ytpp*yy/k.. ybKo-f y-^-yy/k fi7 

bKn*-yy;k. f l7tFn-f 7^./k'k 6,7-y'h 
Fn-5H-[l)t 9 y ;y-/k \77f?yn;k f h5 
tKo^y^y/k yyn^kf /t^y^k 4.5, 
6. 7-r k y t i ; o-ih- -f y F y ;i . 4 t^v y ? ny - 
;k 3,4-y't Fn-2H-^>y[k4]yf^-9-y™;kjyJ;tx 

fa y yr..;k^0 2BR^**&iSff S . 

[0018] ai j:t/A2 tfctts 'wmmmix 
vxhx^rv-fVi tsxtf 'mmm^ix^xhx 

Vvxraif^S; <7)mmb iXld, ; t Fa 

*y ; Anyy, t Fa^> L < i±f£M7/kn^yc 
Wm^tiX\rz h l^W®TiV*)V ; Anr>, b Fa 

^/k;it*yiL <!±ifSM7/kaJfy.*/k^-~;ke 

iraiS^TV^Tfci^ffittr/^a^^ ; Anr>, t F 

iiy x -fcTmiZilX^X i> X ^«7/^-/k ; a 
a y y i,k<i±tFa#> Tim § *rc V^Tiiv 
7;ky-;k*^y : y;k/v7F ; ffigtrA-^/kf-^ ; a 

o^k b Hn^fvfc l <mmr)i^)ixw.mfix 

v>x t, i ^yy am* ; ffisr ;k^;yc?-»n§^.'C 
^Tt i^r^ ; 7k^*y ; */k;^y ; ®M7 
;k3^^7>;k#-;k ; ffi^T;k>-^;k^-^y^;k#~ 
;k ; ».T;K7ki^{i:Ty/l.T«S^T vVC kik' 
75 y ; b kyyy : {mTtv^/ixm&Z hx^xi> 

k^XiW^ il ; fiMT/kfv'kX/k^^/k ; i' r a ; 

yT/iAnfy bFn*y.. KMT/k^f/kiL<(4 
fi»r ;i- a ^ ^TaBftSfLT t i k>T y ; ^7 
nii^E; Aoyy , t ! lykt! : iiry ?*n r ,i 

-;k^y ; Anr>, b Fa^yi L<*ifi»7^df 
;kT«§^T^Tt J;V^x~;k7Sy ; ^y ; is 

i.vm?iv*v y >**>>m i mfL>ti. 1 fcLtott 
m^mifi ft t> »nit-ai § fix v t i v . , 

[00 1 93 z , _ , ;^ 2 1 L i 

fcliliyM^**-?)^; /^h/kx.> kn:r. 
y y yx/k^ygt. y .^mitz^y x.ymm^MM 
<tM; ryt-^A, f yy^kry^-^ASfcJiF 
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tzki* U ^m-<r>rivt! U ifeKoiS ; 3 -7il^/k 3 
^ fbx n n 7 > ftr ;i * ;i & co eg&£ ; J; t/ 

* A i^A*fcUW*s^ # y ±®#i(« 

< m -tutk^un x&mmzim 

1 -o ry,i'. m .»t iy< m 

[00 2"] x," -Mt-^ - a , - -z . 

■y?Z&$-fZ. 7DF7^ill ffcSWifcttftai 
>'f n\n > 2 7 1 7 I, ^ 

i f:-caeif^ffl*^-tsft:^i*rr&4. its 

2Tn! 5 ^^^lE^t^.^^fcJ;^»rs* 

Sll W-li'Design of Prodrugs, 
E 1 s e v i e r , Am s t e r d a m 19 8 5 (-Iffi 

w&fi-o^. ^mmzmit-smmux* 
■a- .r t tzi o-cRjts^sx^f- /i-fBPtc [tn* 

MC OORA ( RA {i(SlJx.(i'^itma^ar*LT^ 
T t <fc v MKRtvuw , «7;^-;W fciir y 

30 3p] £ Mitt rt>#* >bM$%T$> €-5 
ZLtliZZ^XmkZtlhTS Vffim [WitfCONR 
B RC (RE {±^Ji(f7fCf| s «7/H7l^ R c ttW 

cox o ftrn f y - y rwmztii . fu^.. 

- O C O RA ( RA (iifflBi; |5]«) «] 0 i 3 ^7D F 

c: 1 1 x «) mm $ n & r s f ftwft [ gg if n hcor 

a, NHCOORA (RA(iHfflBt|sI«) ^] <0J:?& 

( I ) „> -L-L, 2 .■ / / A2 -7 _*^6-<?)£W 

[0022] « s l!:«^ft-&»^tT^A I H^/l 

2 I *j2. U>fc^fclTi±. lo 
c?)22 feJ;t>"loc?)A2 f^TTS, ttT&it^f/mf 
hflh, Ail) IZHWZY 1 . V: . Y . tsi 

it l-mz. mft*4mz&ti> i . 2, 3-byrv- 



±^A2 ey^-ftdj—IH 3 fit-.. ffi772 5 mzMth 

1.2, 4-**-VJrV-/lX*fo%> OAT. Y-2T 
hhbirh) it-m. Ai ts«ttXA2 ^irfa*'-2.tr*: 
3 fit. ffi^f* 5fit^rf4 1,2, 4 f- U TV'— /'l- 
T&S (lilTs Y-3-C*l.i: tl>) ffc-^fti, M ^J; 

?/A2 <r>\yffd^n^2mz. mm 5 mz^-ri 

1, 3, 4 -ttWTV-iVX'hh (UlT, Y-4t 
ASii-tS) ft^i. At iBit^A? COVn'^l* 1 -** 
3ffifc. (B**5ffit*-f41. 2, 

T \ 2 V '2' 1 jlaft > 
<ttXA2 «^#fLA— ^2fi(2 ffi^Sr 5(5^1-1. 

1.3, 4 -f727V*-/lt|,S (lilT, Y-6"C& 
hb~fh) -ffr&flk A 1 i3i'6' ; 'A2 (2>2rfii7j>-^tr2 

ifi*S:5fi[fc:#t67 5>T*S (J31T, Y-7 

* 3ffit. mm 5 m-z-^th i v ^v-^-c&i. 

aXT2 Y-8T&4f:-f4) £^«3.. A ! tsktfk* 

wftap m 2fi(2, mm Amz^ht^v 

-ivcht <m\ Y-9x~hibi-i) <tm. m 

4o,t^A2 £?)vW^--;^S'2{it3, ffidSrt 5{S(c*t 

s^-^^y-^fS)^ oat. Y-ioxhhbth) 

it-^k Ai ^J:tXA2 wvf¥i*>-#£3ffi;:, ffi^- 

*5ffltw-f4e7y-/i'T*4 (mr, y-i its> 

Sfc-TS) A 1 &J;tN*A2 ^t^ix^--73&2 

Y-l 2t",«l»fcTl») fc'^L A 1 &J2C/A2 COV^T 

fus*-** 2 £ .. (fi^r s- 4 {Jir-frf s ^ r V-;t t-J) 
£ (2UT2 Y-13T*4fc-t4) ft^Bl, A* 

a 2 «^w^ 2 g: > ffi^rsstit^rri^r 

y-vlfAl, (KT, Y-14Tft5i:-f4) ft-^ft, 

*3t«4Ai &i.i/A2 co^-mfr-mimz, mm 
3mz&t& 1, 2, 4 - h 'jry-;p"cfc4 (JiiTs 

Y- 1 5X-hZ>b-fZ) fc^ft. 
[ 0 0 2 3] A 1 ifciiA2 jf/t KD^fy, ffi»7/l--l 

i^Tyryu £> ^ * ^j^sd? s ti h 1 m±« 

ST*KjSSiiyv>ri k\\7 ^—ivr'hh (IAT. k 1 
ttziiA? * 5 a- \X'h&bi-i) itm. a 1 i^ji 

A2 ^.Aoyyt«$flT 1 =7 2 2 1 =teg-;7l . 
ffigtT;^;^;^ ~)V . fiilT ^ ?j <w ^ 7 a .. 

Sj^^afiRStLS 1 y._h^*T-gmSilT v >T i V>7 

y;i/, f-ryy/t, fx^/i, ^ ^ {s 1 5 y y >ix-hz> 

(Jar. Ai ife{±A2 ^A-2T*4fci-4) fc-ft 
Ai i^(±A2 ^-.nyyT'Wi^fLTutilvi 

t°y^T*)S (OTs A 1 ^^(SA 2 * ? A-3T7W 
t-TS) ffc^f. Ai a«5A2 ■tfOYyyuttzte 
4 OAT. A 1 ifciiA2 f/A-4TJ) 
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[0024] a! ioX'jA^ trnzA-i-zhh m 

T, A 1 &£rf A 2 #A- 5 fth > it&fa. A 

- (iy.T, A 1 tsXVA* ^A - fc-f 

1)1 ffi:^A-3Tl)S (viT, Ai t3it^A2 #A 

"-UtfA - 1 X'fo D , ffltfr#A- 4?* 4 ( UTF, A 1 
HiVA* »iA-8TS)l>>-ri>) fb^ft). Ai fcjtf 
A 2 ^!:A-2t»S (filT, A 1 jji:t K A 2 #A- 

9 -cast ■*-■&) -ft&flk ai feirXAs co^iYL* 1 - 

fi'fr'A 2T'J>0, ffi^/A-3T'$)-S Ai is 

.u<a> #a- i o-c-^sfc ts) itsm. 

[oo ■ >] ' "n, , ' L rt- ^ - 

Ji-HC = CH-T&6ft^ft, 
[00 26] Z^tli 0 , Y 1 , Y 2 s Y 3 , Y 
4 tJ±VY5 *»^,5r4 5m®MHzA l fcitf A20>ffi 

-5).. (Y-2.A-5K (Y-3.A-5), (Y-4.A-5), (Y-5.A-5L 
(Y-6.A-5K (Y-7.A-5K (Y-8.A-5), (Y-9.A-5). (¥-10, 
A-5K (Y-ll.A-5), (Y-12.A-5K (Y-13.A-5K (¥-14, A- 



5) . (Y-1.A-6K (Y-2.A-6K (Y-3.A-6K (Y-4.A-6L (Y 
-5.A-6K (Y-6.A-6), (Y-7.A-6). (Y-8.A-6K (Y-9.A- 

6) , (Y-lO,A-6k (V-ll.A-6), (Y-12.A-6). (¥-13, A- 

6) . (Y-14.A-6). (Y-1.A-7K (Y-2.A-7L (Y-3.A-7) , 
(Y-4.A-7), (Y-5.A-7), (Y-6.A-7), (Y-7.A-7), (Y-8.A 
-7). (Y-9.A-7), (Y-10.A-7), (Y-ll.A-7). (¥-12, A- 

7) , (Y-13.A-7), (Y-14.A-7K (Y-l.A-8), (Y-2,A-8h 

-8). (Y-8.A-8). (Y-9.A-8K (Y-10.A-8). (Y-ll.A- 

8) , (Y-12,A-8h (Y-13.A-8), (Y-14.A-6), (Y-l.A- 

9) , (Y-2.A-9), (Y-3,A-9h (Y-4.A-9K (Y-5.A-9).. (Y 
-6.A-9), (Y-7.A-9), (Y-8.A-9K (Y-9.A-9L (Y-10.A- 

9) , (Y-l.A-10), (Y-2.A-10), (Y-3.A-10), (Y-4.A-1 
0). (Y-5.A-10K (Y-6.A-10). (Y-7.A-10K (Y-8.A-1 
0), (Y-9.A--10). (Y-10.A-10). (Y-11.A-10L (Y-12.A- 

10) . (Y-13, A-10) i fc«(Y-14. A-10) . 

[0027] ( i ) ^^jaT^a 

[0028] 
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131-138 


P12 -3 


Eur. J. Med. 




27 


70 




140-142 




Chem, 












P12 -4 


Heterocycies 


1994 


37 


1549 


r "8f 


184 


P12 -5 


Heterocycles 


1994 


37 


1549 




104 




















iSJf 


yo 

Q 


80-82 


P12 -7 


Synthesis 






1315 




oil 


P12-8 


Synthesis 


1995 




; 1315 


go 


74-76 



[0047] 



[12 0] 



(Ml) ) 01-23 3 767 (P2001 



-(;67 











' 1e 




P13-1 


Tetrahedron Lett 




37 4( 




122-123 


P13 -2 


Tetrahedron Lett 


1993 


37* 4C 




41-42 


P23 -1 












P23 ~2 


SALOH 










P23 -3 


J. Org. Cham. 


1994 


59 4, 






P23 -4 


J. Org. Chem, 


113534 


59 4k 




124-125 


P23 -5 


J. Org. Chem. 


1995 


so 6 


?37 O 


139-140 


P28 -8 


j. Chem. Soc. 


1997 






131-2 


P23 -7 


Bull. Chem. Soc. 
Jpn 


1995 


68 2" 


?3o ^v°lil> 


143,5-4.6 


P24 -1 


Organic Synthesis- 


195S 


3 


568 ©if 


174-176 


P24 -2 


J. Org. Chem. 




43 3 




196-196.5 


P24 -S 
P24 -4 


J. Chem. Soc. 
Maybridge 


1997 


1 




131-2 



(U8) ) 01-23 3 767 



P 2 0 0 



P25 -1 


Salor 






P25 -2 


ME3N1AI 






P2S -3 


J. Org. Chens. 


■m 


43! 


P25 -4 


J. Org. Chem. 


1884 


4«; 


P25 -5 


J, Org. Chem. 


1996 


6ij 






i 986 


24: 


P25 -7 


Heteroeyeles 


1986 


24: 


P25 -8 


He!.erra:yeles 


1986 


24 1 


P25 -9 
P34 -1 


Bull Chem. Sac. 

Jpn 

Salor 


1990 


63 


P34 -2 


J. Org. Chem, 


1982 


5"' 


PS4 -3 


J. Org. Chem. 




60 


F34 -4 


Heterocycles 


1987 


28 


PS4 -5 


DPOOS53 
(Maybridge) 






P34 -6 


Chem. Commun. 


: 199- 





[0049] 




MeO 



(H 9) ) 01-23 3 767 (P2001 -dAi 6 7 



PZ13 -1 

FZ13 -2 
PZ13 -S 

FZ13 -4 



Synthesis 

Maybridge 
J, Org. CheiEi. 



J. HeterocycL 
Chem. 



J. HetBiocycI. 
Chem. 



J. Heteroeycl 



PZ13 -10 

PZ14 -1 
PZ14 -2 
FZ14 -8 
PZ14 -4 
P214 -5 
PZ14 -6 



J. Heteroeycl. 
Chem. 



J. Heterocyel. 
Chem. 



J. Heterocyel. 
Chem. 



Maybridge 
Maybridge 
Maybridge 



JO' 

...o 



01,123,11 



318,803,7 
8,77 

334,319,1 
04,77 



■ i i I - J -5 7 7 ! ! ' J (J 0 1 -*F 



Maybridge 

Tetrahedron 

Synthesis 



Synthesis 

J. Org. Chem. 
J. Org. Chem. 



Chem. Pharm. 
Bull 



Chem. Pharm. 
Bull 



Tetrahedron 



' JO 

...jo 
m,. 



«5 



F 3 C 



[00 5 1 ] 



[^24] 



8 1) ) 01-23 3 767 ( P 2 0 0 



PZ34 -7 

PZ35 -1 
PZ35 -2 
PZ35 -3 
PZ85 -4 

PZ86 -5 
PZ35 -6 
PZ36 -7 
PZ45 -1 



Belg 
BIONET 

J. Cbeffi. Sac. 
J. Cfoern. Soc, 
Can .3. Chem 

Laji easier 



Bull. Chem. Soc. 



J. Heterocycl. 
Chem. 



"8° 



0 0 5 2] 



[H25] 



T23 -4 










^0 




T24 -I 


Maybridge 












T24 -2 


Maybridge 














Bull, Chem. Soc. 
Jpn 




67 


2.187 




159-161 


T24 -4 


Bull Chem-. Soc. 
Jpn 


1994 


67 


2187 


©*»* 


74-76 


T25 -1 






52 


12677 




225-226 


T25 -2 


Tetrahedron 




52 


12077 




164 


T25 -3 


Maybridge 












T25 -4 


Maybridge 












T25 -5 


Maybridge 












T25 -8 


J. Org. Chem. 




57 


1722 




148-9 


T25 -7 


J. Org. Chem 




57 


1722 




161-2 


T25 -8 




£994 


39 


8.1.9 




141 


T25 -9 


Heterocycl* 




3E 


819 


O^Vv 


140 


T25 -10 


ALDRICH 












T25 -11 










60-61 


T25 -12 








Q<V> 


62-83 



T34 -1 


May bridge 












T34 -2 


J. Org. Chem. 


199" 


62 


1940 




115-116 


T34 -8 


J. Org. Cham. 


1997 


62 


1940 




oil 


T34 -4 


J. Org. Chem. 


imi 


S2 


1940 




104-106 


TZ -1 


Maybridge 








S 




TZ -2 












139-141 


TZ -8 












102-103 


TZ -4 












161-163 


TZ -5 












101-102 


TZ -6 












118-119 


TZ -7 












101-101.5 


TZ24-1 


H's*;erocyclea 


1991 


32 


2127 




130-131 


TZ24 -2 


Chem. Lett. 


1984 




1691 




92.5-93.5 


TZ24 -3 


Maybridge 












TZ24 -4 












148 150 


TZ24 -5 












38.5-100 


TZ24 -6 












77-78 

















TZ24 -7 

TZ24 -8 

TZ24 -9 

TZ24 -10 
TZ24 -11 

TZ24 -13 
TZ24 -14 
TZ24 -15 

TZ24 -16 
TZ24 -17 

TZ24 -18 

TZ24 -19 

TZ24 -20 

TZ25-1 Maybridge 
TZ25 -2 

TZ25-8 BIONET 
TZ25 -4 BIONET 
TZ25-5 BIONET 





65-68 




200-201 




130-131 








111-112 




125.5- 
12G.5 




160-162 




121-123 




66.5-67.5 




80.5-82 




111-113 




186-188 




156-157 




178-180 








131-132 










[£28] 





(6 5) ) 0 1 - 2 3 3 7 6 7 ( P 2 0 0 1 -87fi§ 



fZ26 -6 












61-62 


TZ25 -7 
TZ25 -8 
rZ25 -9 


Synthesis 
Maybridge 


1994 




1467 


Me O 'io 


65-86.5 


TZ25 -10 


Maybridge 








«tfC, 




TZ25 -11 


Maybridge 












TZ25 -12 


J. Med. Chem. 


1991 


34 


2158 




280dee 


TZ25 -13 


J. Med. Chem. 


1991 


34 


2158 




273-6 


TZ25 -14 


J. Med. Chem. 


1991 


34 


2158 




218-220 


TZ45-1 


Saior 












TZ45 -2 
TZ45 -3 


J. Med. Chem. 
■J. Med. Chem. 


1994 
1934 


37 


U89 




146-8 


TZ45 -4 


Heteroeyeles 


1991 


32 


2127 




oil 


TZ45 -6 


Heteroeyeles 


1991 


32 


2127 




91-92 


TZ45 -6 


Maybridge 








-<€ 





23TD45-6, I240D35-12, 1240D35-13. 1240D35-14, 1240 
D35--15, 124TA35-17, 124TD35--6, 1340D25-9, 1340D25- 
10, 1340D25-lls 1340D25-12, 1340)25-13, 1340B25-1 
4, 1340D25-15, 13-10025-16. 1340D25-17. 134DD25-1 

2, 1340D25-23, 1340D25-24, 13401)25-25, 1340D25-2 

6, 1340D25-27, 1340D25-28. 1340D25-29. 1340D25-3 

0, 1340D25-31, 1340D25-32, 1340D25-33. 1340D25-3 

4.. 1340D25- 3 025-36, 1340D25-37, 1340D25-3 



. 13- 



-43. 



-41, 1340D25-4 
-45, 1340D25-4 



0, 134TD25 I I I 1 I 
TD25-5, 134TD25-6, F25-10, IM45-12, IM45-16, 1X35- 

1, 1X35-8, 1X35-9, 1X35-12, 1X35-13, 0X24-5, 0X24- 
7, 0X24-8. 0X25-1, 0X25-2, PZ35-4. PZ35-5, PZ35- 

6, T25-1, TZ-1. TZ-2, TZ-3 , TZ-4, TZ-5, TZ-6, TZ- 

7, TZ24-2, TZ24-3, TZ24-4, TZ24-5, TZ24-6, TZ24- 
7, TZ24-8, TZ24-9. TZ24-11 , TZ24-12, TZ24-13, TZ2 
4-14, TZ24-15, TZ24-16. TZ24-17, TZ24-18, TZ24-1 
9. TZ24-20. TZ25-2K J: tm25-6T 

35-12, 12 - '_ i -. , "_ lV'' 121 b5 



(8 6) )0 1-233767 i P 2 0 0 1 -0' 6 7 



-17. 124TD35-6 
1, 134QD25-12. 
5, 1340D25-16, 



1340D25-9, 1340025-10. 1340D25-1 
1340D25-13, 1340D25-14. 1340D25-1 
1340D25-17. 1340D25-19. 1340D25-2 
1340D25-27. 1340D25-2 
1340D25-33. 1340D25-3 
1340D25-37. 1340D25-3 
1340D25-42. 1340D25-4 
134TD25-1, I34TD25-2, 1 



' ^iiiiJ'-J", 

L340D25-32. 
L340D25-36. 
L340D25-41. 
1340D25-49. 



8, 1340D25-40. 

3, 1340D25-46. 
34TD25-4. 134TD25-5. 134TD25-6. F25-10. 1X35-1. IX 
35-8. 1X35-9. 1X35-12. 1X35-13. 0X24-5. 0X24-7. OX 
24-8. 0X25-1. 0X25-2, PZ35-4. PZ35-5. PZ35-6. TZ- 
1, TZ-2. TZ-3. TZ-4. TZ-5. TZ-6, TZ-7. TZ24-2. TZ2 
4-3. TZ24-5., TZ24-6. TZ24-7. TZ24-9. TZ24-11. TZ24 
-12. TZ24-13. TZ24-14. TZ24-16. TZ25-2*5 J; OTZ25-6 
T76So 

[00 58] mzW-t I lvfk-^iBl»il23T Al 4-2. 1240D35 
-12. 1240035-15. 12401)35-13. 124TD35-6. 1340D25- 

9, 1340D25-10. 1340D25-1L 1340D25-15. 1340D25-1 

4. 1340D25-23 . 1340D25-28. 1340D25-27. 1340D25-3 
2.. 1340D25-40. 1340D25-46, 134TD25-1. 134TD25-4. 1 
34TD25-5. F25-10. 1X35-1. 1X35-13. 1X35-8.. 1X35- 
9. 0X24-5. 0X24-8. PZ35-4. PZ35-5. TZ-1. TZ-2. TZ- 



3. TZ-4. TZ-7. TZ24-3. TZ24-6£ j:c/TZ24-llT^| ; ,-, 

[0059] *mmz>ib£® ( i ) si. mtm?) 

hht\ m - 28.^!:^^! i 
-■<-?.■* >:> -.. ■ - ; j - tf u 

[00603 1 ) VyV-JVimfo (PZ35) 
[£3 ] 



f 1 ) (PZ35) 

i. > jymmmi& i . tr 

[006 1 3 2) **^/->mWkW25) O&Jft 
[ft4 3 



A'-COCHa-CI " 
(2) 



A^COCH^CHOb- 



— CO-Hsl 



t— |sj 



(<S) 

(jW, HalliAnyy^U *e>fl&<9iB#ti;ll9iE 

biosynthesis, 112 (1990) i£ ^Tetrahedron Let 
t., 30, 5285 (mmm^mzX^X , Won 
r-fe 1- 7x7/ (2) £T$y T-fe h7i/y (4) £3H*t 

5 . (4) ast' \ 5 -f f -erv/Hb^s > is fb u > , 

.^■>J 11 f n L' ' L.. ^ , ... . /, , 



A : -COCH 2 NH 2 -HC; 

(+) 

(OX25) 

ffl»L*W/WMfc(0X25) £f§4*#ffi#4 . fflMi 
ffiffl L =5tv ^\ 2. i ^{ir-fe h - k U /!•-. ^ f-A 
at 5 Hlx>if£J^;riif J: < . JxJfcia&Ji 

[0062] 3 ) *TVWMMW*<TZ24)tf)£rt 
Hfc5] 



A — COCH 2 X 



-CSNH 2 



(BIT, OTsi«) T* 0 . ^ft^E^iimEfc 
N«) 

mtm. Heterocycl, Chen., 28 , 673 (1991) |g«<7> 
i _ /M2) <Nx.il 2 

W^mtt&tiLTR&ZitZ t 2fltf3i:tf4ffifcAi & 
i:t/*A2 i^-fli- T V'-./HSaft (TZ24) < 



[00633 OT<?Xfr& , C&-&j£tfi*4* Synth. Cosnu 
n., 28, 2371 (1998) IBtt^tfc^ £ '9 . T^h'7x./ 
y^h^W-h* { 2 : X=0Ts) L. f->tT 5. F (7) fc 

[fb6 3 



(8 7) )0 1-233767 ( P 2 0 0 1 - A6 7 



| NH I N 



(6) 



iTZ25j 



2ffi£±t/5ffi{zAi fcJ:t/A2 *?V- A* 

,1 W(± ^ij^Uro lr> t t Czech, fhem, 53. 2720 



yl®IS£RI&£-fr-&j£-f & £ b jFTS £ . III <y 

E0064] 4 ) 1 
(1240D35) CO ^ 



A' — CM 
(8) 



A — C=N-OH 
(5) 



(^{^Tetrahedron 46, 3941 (1990)IBtt«)S1£tfil!-3 
"C\ J6flag»#£T. T5K*^A(9)fc-MJ/K8) 
±01, 2 , 4 -.t*ty7V'~/l (1240D35) 

II 



ill ..-,iu 



(1240D3S) 



*1 xa 
A -COOH *A 1 — COHal - 

{10} {5} (11) 

a 1 xonhnh 2 ^™ccs 3 ?1^5aVn^ * 



[006 53 5) 1, 3, 4 -jr^WTY-frffimik 
(1340D25)i?>£fi£ 
[it8 3 

a1 H f 

A Y N 'N A A\«3Ig 



(14) 



OS 

A 1 



R 8 

(1340D25) 

/ 

/ 

/«2 XH 



(17) 

■COHal * 1 x g 



<13) 



06} 



<A'I 



'I fjh ' ruL II _„r. 

[ A?£ ] (10 -> 5 -> 11 -> 1340D25 } 
m®(1340V25)<?>mi^ mill- Org. Cheai.. 5? , 
Ju2." (199V „l1I ( ifi-^ & 1 1 ^a*,; 

;u^f^^if U /MfTl^p y yfcft (5) fcgggH- 

H3iH: <n)rt*>«yy. *°yyyiL =s-ft: 



A^cffA^ 
(18) R a 

y > . vz- l-ii .>9 mi>-> y-CHfS 1 1340D25 1 -f 

11. ' 1 _ : I . \ K 

[0066 3 ( Bffi ] (12 + 13 -» 14 - 1340D25 ) 

Mx.fcJSynthesis 946 1979 1 A t A 
T^JfctS. BP^. 7 x -IV h y 7 P/M 7 7 < 12) i: b 
) 7^ i (H)£fe , 

Ll340D25Sr#-S. *50Ett, HSi ttMA r- U 7 
A* ^ s K t £ J K -i i (3 ^ 

/k X7 7— /P#<977t- 3— /l^^ffl^S 6^T*# 
5. *BI3il#l§ft<14) LfcJ^&fcL i-4 xy 
X)V*>W&?m5m h . i'7^-;lx4;^2,7 h 



(6 8) '01-233767 (P200 1-B fit 



So 

[ 0 0 6 7 ] [ zm ] ( 15 + 16 or 17 — 13401)25 ) 
J. Gen. Qiea. USSR, , 1125 (1992)IB«tf):fr££fi!o 

t , r h 5 (is) t mmm(i6) t tummmia 

fflt&U/j\ £>£W2T-fe v^fvl^/kk 
TS M e'J^Sfctth^xy^ESffifflmif i<. 

¥t^rh5V-;Kl5)Ji, TffJKliBS£ffl^.&j&\ ifcii 
N 

A iA 0 A ZA 2 — 

(1340D25) 



M^ffJ.Org.Chem.. 58 , 4139 (1993 : 

[ 0 0 6 8 ] [ D;£ 3 (13 + 16 ~* 18 -> 1340D25 ) 
mtmhim, Get. - Ki 1 - .1 , l 

j: -3 t *iaft(i8> >vfii%n h , ( [« i onau* te 

Si. Affico^3lgfc|sl«t^x.;fi;^„ 

[00693 6 ) 1 , 2, 4- Mi TV— 4 imW> 1 24 
TA35)i?)^ 

[-ft 9 1 



-N 



A 1 " ^[T ^Z-A z 
(X24TA35) 



1,3, 4 ^^'^> ; 'TV-;l(1340D25)Srf-^ 
r H n 7 5 > JB*rc*flff+ .. 1 0 O&V > L 1 



[0070] 7) 1 , 3 , 4 -^TS;TV-/«*13 
4TD25<?)-£s£ 
UtlO] 



A' COHal 

(S) 



mi X» HN~ — NH » x g ^ N 



(J») 



<J8) 



A' — CONHNH2 + A 2 -CHO 

(13) (20) 

m 1.1 



(22) 



A Z -CSNH 2 

(23) 



N NH fell 



N N 

A iA s A A 2 

(134TD25) 



N N 

A 1 ^ cA* 



(jC4=, Ha lfcfNoyycfc 0 . #IE-ti±Miatl5] 

o 

( AS ] (5 + 19 - 18 -> 134TD25 ) 
1,3, 4-^T>>7V-;LP»ft(134TD25){3. Mt 
If J. Prakt.Chem., 322, 933 <l^)B»<>Xfr8K*o 

[00 7 1 ] 

[ m ) (13 + 20 -* 21 - 22 + 23 -* 134TD25 ) 
iJIRti'J. Chem. Soc. C, 1986 (1971) tfcfiJ. Chea.S 
oc. Perkin Trans 1 , 9 , 1987 (1982)IB^)^S^M- 
~C. 'I l"]if;'22-ri'K 1 
1,3, 4-f-T^TV 

[0 0 7 2] 8) -f V* 
[fcl 1] 



:f^-TSK(23)fc«#SSL 
-/l^ft(134TD25) £^j£T 



.A. 

(24) 



A-CO2R 
(25) 



(1X35) 



ffli.fi" Organic SynUiesis Coi. Vol. 6, 278 (1988) IB 

&Th yftfrt>sm?mfr-$t®.i:$ h i»J> (24) i 

[007 33 *%Bj£0T^A I mUmmt .. H D L0 

fm^M^it^h. tot, ii*«HDL*irt 



(8 9) ) 01-23 3 767 (P200 1 -eA. 6 7 



Wifi-frc&S. gMMI.it LTftfrWJca.. ffi 
HDLIffi, la l- ■Xfo-;Hi, fir b U U -t y K 

'ill 1 « i <-■ i i I * ^ • - 



[00- 3 - y&ULJpj 

k ixmt&^n?. mm. mam^-tunm 

mixm-ttnu^K imn&m. mtmm 
m. mmmmvmmL mi mmm. mx 
mm, mm v$>ti&\ mimwrcmmiz^-ti 

l o o 7 s j *mm&itii®<7)im*fc*<mMiiz 
mitzmmm. m^m.. mm. mmi. mm. m 
mnmssmamm t zmmixms i mm 
m 1 1 &zt &x & & . mm<?>%&iz\mmm& t 
mzMmmmitft%r>xm\k-ftii$£ w &tmtz 
it. wmmkLximm. m. -?wm. ?>r>. 

X&* f-/Hr.'l/n - X, tuV f-fl^fUu-X, 
t-;t fn'J VyW. !&m\k LT!i^/l#*^fvi/ 



7^'j;wiMi-M;^^ mmikLxmn?. x 

L < J£X f-il^il n - X^a-fflv ^ & .1 1" £ 
' Jt +\1 Siif^ 1 !^'!^': If" 

, ^ - , ^-ft - L ... , ,m i u 
iltki %mm. &m. mmmmmtmnixh 

ft, &$*£H3f£#* L £±Tl&5&f l> £ i: //Mi L v ^ 

^Mzmam^thm. imi- i oomg/k 

g/"B"C£9. 0* L < Si 5 — 3 Omg/k g/B«I 

<g&&#, JiSO. l-lOmg/kg/0tSl 
L< l-~5m g/k g/ 0««Hl*J"Cft & o ^tL& 

i a i ®~-WLmzmx&$--tMmv>> txnzmm 
mzmfct&tvx'm^. 

[0077] 

mmmi mmi 2-T$s-3'-*b*isT± 

h7xyy«fifi(4-l) 

[ f 1 1 2 1 



MeO0COCH 2 Br^ Meo^cocH^CHO), J . 



JWeO^.COCH 2 NH2-HCI 



O.OOmmol), S^/PS/M 5 
OmaoDtr-bl-— h'J;K5n 

fra, mz b q°c{zx imrm 



r^b7x/y(2.291g, 1 
F-M-y^A(1.102g, 11.6 



ffiiS A4-1 ( 1 . 8698 , 92 . IV; & %fz . 
m DMSO d-6):3.85(3H, s), 4.59(2H, s), 7,27-7.35 
(1H, ■), 7.45-7. 56 (2H, m) , 7.58-7,65(lH, a), 8.42 
<3H, br) 

[00 78] ##M 2 3 - y n>f ;l n 5 >f F (5-1) 



/K14.5m] 

»jS 6 8 



COOH 



coci 



(&s 



❖;Ki?y^di. 2ig, io. ohiiboi ) cis-itf-^r- 

20.0inmo!)^iii.T4 OTJi-It 2Bff33 0^ 
M.i±M^j;0»ML.. life 
7CM fl^o ; H F5-1 (11.89s, 91.0%) 
: 5-l^MOilMO) 
2 "0(3325 Pa) 



yeO^^COCBgNHg-HC! 



[007 9] ##M3 M— O'-^h^j- 
,p) -3-75yr§ K( 6-1 ) 
[4tl4] 



COCI 



T5-1 (0.685g, 5.25Moi)*StTL^a. I^S^fcT3 



(HO) )01-2 33767 (P2001-8 H 



116-1 (970eg, 74,81) Hb£ 8 6-8 8°C 

, >H ' I , i - 1 i jiii i 
N, 5.37: MiffiC, 64.50; H, 4.99; N, 5.45 
NMR(CDC1 3 >: 3.88(3H, s), 4,90(211, d, 3=4.2), 6.73 
(1H, dd, j=0.9 and 2.1), 6.90UH, br), 7.15-7.22(1 



MeO. 



! 0' 



,CHO 



HoN-NH 



2-7nf U;lh K9^'K(2.522g, 20.00aaol>c?)x^ 
2 — <'l ■ finis (20r.il) {C, g-7"-,X7;l,fb F (2.43ai, 1 

9.97mo\)^mmzxmi immmtm. -mmi 

;l/T'a#L*fe7°UXA|g^21-l (4.436g, 90.ffl)£# 

ft:. MjS 1 5 6-1 5 7V 

7t*^ffC 13 H 12 N 2 0 3 mxm, 63.93; H, 4.95; N, 11. 

H 2 N.0CN 



H, ■), 7.43(1H, t, J=7.8), 7.48UH, t, ,1=1.8), 7.5 
3(1H, t, J=1.8), 7.6K1H, d, 3=1.5), 8.00-8.05(1(1, 
m) 

[00803 mM4 2 -7D>f OA'- 
y^>v'yfy) tK7> ; F( 21-1 ) 
[flU 5 3 

N-NH 

47: ^iigC, 63.69;H, 4.98; N, 11.41 
NMR(CDCi 3 ): 3.87(3H, s), 6.58(1H. dd, J=1.5 and 3. 
3), 6.94-7.01 (1H, m), 7. 24-7. 44<4H, m), 7.47-7.57 
(1H, m), 8.24UH, s), 9.39(1H, br) 
[008 1 3 ##W 5 3-T-fe h T S H<yV- 1- 'J 

[flU 6 3 

AcHN ^.XN 



3 ' , ' - 1 I '5d I li in _ f 

ffidOml , 105. 98mmol) iM&TMz.ffi&WZ'Z 1 B$ISHK 

ijfeSS (3.266s, %3%)t'%t:. ®jH 120-12 



Taf^ffCsHNjlJfWIlC, 67.49; H, 5.03; K, 17.49: 
HiJffiC, 67.47; H ,5.01; N, 17.57 
NMR(CDC1 S ): 2.2K3H, s). 7.35-7.47 (3H, m), 7.67-7. 
75 (1H, m), 7.92(lH,br) 

[0 082 3 ##M6 N-[3- (5-fh7^^7 
x-A) JT-febTS K( 15-1 ) 
[flU73 



.AcHN^^CN 

0 



3-7* hTS K'\yv2~i- U/K2.8838, lS.OOmmol) 
SO h;l>xy (36ml ) b U X +>l > U )V Y*J K (4.8m 
1 , 36.16iMol) tM\t>-n-7^)VXX{b.4®,%,\.Wmo 
Dfciinx., 16l$iaMiB8KU:. »«$:«EE£*U 

' I N'-H iK/Ad.Slg. 21.55raoi}^T«l±lL« 

xf-;t l . t/i * u ykmmumtmit i a , 

^\m±mMX- <> ..'-/fCWf L15-1 (2.033?!. 55.6 



Me^^COOH 



» *f*fc . 2 5 0 - 2 6 0 X: (dec) 

jE«^DfCoH 9 N 5 Off-»fiC, 53.20; H, 4.46; 
mm, 53.25; H, 4.40; N, 33.52 
NMR(DMS0 d-6) : 2.09BH, s), 5.20(1H, t, 
62-7. 78 (2H, n) , 8.39(1H, t, J=1.8), 10. 

[00833 ##M7 1, 2 -fx (3- 
X/H tF7y> (11-1) 

[flU 8] 

QH 

o 



:o(ih, s) 



. Me 



m-h/l f 'l!f? li ' y 1 i lJM2f4"X;i/(18.0 
ml, 248.1imoI) £ /JD/.T 4 OtJfcT S^al^U:^ 



1 E ! I - 



10 1) 



. ii.: > 1 



1 ,L _ r "'J - ' ' f P ! f 
feAll-l(10.06g, 93.m&%K. BjH 220 - 2 2 
3°C 

7C**#C ie H ;6 N 2 0 2 IfffflC, 71.62; H, 6.01; N, 10. 

44: SSifflMC, 71.27;H, 5.77; N, 10.61 

NMR(DMS0 d-6): 2.39(6H, s), 7. 37-7. 45 (4H. m), 7.68 
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-7.78(4H, m), 10.29(2H, br) 

[oo84] mms fx [ 



' 7 f /L 



[it!9] 



a 0 c 



-H_ HN~NH 



UmUiiTH:.. 777 777 u.077?. T.'i^'iinBili^ilTL 

fc. i88£«E«*U tfffl LfcttlMiix**'*^ 

:Vl oWr^iR ! Rfi*MSSA£>liM (1 578g. 80.3%) 
US 2 1 1-2 1 2*C 
n\v x \\ X\-V jM i'fflBC, 57.99; H, 4.87; 
N, 10.40: mWSC, 57.79; H, 4.83; N, 10.61 
NWUDMSO d-6): 3.82(3H, s) , 6.93(1H, d, J=1.8), 7. 
11-7.23UH, ■), 7.38-7.56(311, in), 7.80(1H, d, J=l. 
8), 8.30QH, d, ,J=0.9), 10.23C1H. br), 10.42(1H. b 



r) 



OMe 



[0 08 5 3 ##M9 1- (3-^b^fy7x-;l/) 
x^y>^-^>A(24-l) 
3-^Kv7th7xyy UOg) .. 
SVSRS (5.1gh 4M^fc^hU^A**M (18 to 
L) .. * ( 30sL) h X c/x 9 J -iv (50 mL ) k 2 B 1 7 



fc. $8*££*ES£l . jftftfts- h/l-x-vfc biAz2® 

[0086] HJfcMl 3, 5-*J (4-^Ndf>'7.x 
X/F) i 7 7-4 f.^~-7 (PZ35-4) 

J^JJ 



MeO 

1 , 3 - tfx ( 4 - x b v 7 x > -1,3- 7° cm t 

. 7 7; (14.2s. 5.0i*>l)tf>X* /-./KlOmDifM^ 
'SKS*** F U ^ A (1 . 68g . 20 . Ommo I ) b >' f7t t F 
7>>«g(1.44g, 10.Qdo1)£J|1jc., 3l5lgIMi5SK 

»? i 7 7, *r , , >r :• 71 £ l f: 8a$* 



Me 



MeO' 

*9J-)VS. m®&L%i&7V XAi&jftf)PZ35-4(1.4 
2g, %.6%)&#fc* 
BM 1 0 7-1 08 C 

[00871 $mM2 2 - ( 3 -7 U;F) - 5 - ( 3 
-,^*77vZ/H ^^+fy~/l- (0X25-2) 
Ut2 1 ] 



MeO 



€H fjj u< °t^°\5 



t j-i <v; 



m 77 



8mg. 3. OObihoI ) b > M ft U > (7.8ml, 83 . 68ro 
'Vi Ui.b 1 0 0 CiZX I VrlrMn Lfc. t^i/ 
I m 1 i _f * * ( _T _ £ 

txr?K774-iW L H717X / a T'ttSJ L fz . JATJlJi*. 
1 'J,;^*^ *'kt7i r7 * , 

! J 7i I / ! J/774;n7l - 77^ 

- ufSx-7/t ->\^t> (1:3) ) -CUMU Igfc-Y V 



:^ 77 7 x---- 7-7 7 7 7l7 : ^L ft v 
-2 (662nig, 85.9%) 
MjS 8 8-9 O'C 

[00883«feM3 7 (4 7 7 
- 4 -7x-;H-77-;!/ ( TZ24-5) 
[lt2 2 3 



f ^,COCH 2 Br + H 2 NSC^ 



v-7oA7'fef7i/'7 (3.981g, 20.00hk)1) x 4 
< 7 # yf^7.X7 5 F (3. 345g, 20. OOnunol ) b 



"OMe 

f^&Mi±s*L77a. jmmzmtw-?mit 

1- b y 7i=>T*s|r/i^ y&t lfz0%.. WMx- j-ii 



(14 2) ) 01-23 3 767 (P200 1-67 



^^7at«. ®mzw±mvt>. mm ^> v * 

I&TZ24-5 (4.786g. 89. V.)*&fc, 



0 



1M 9 8. 5-1 0 Ox: 

[0089] mm4 4 - (2-7 V)V) - 2 ~ 
-^Ky7i-/H f-TV-;l (TZ24-6 ) 

Eft2 3 3 



2 -7tf;l7 7> (0.661s, 6.00««oi) . h Ko^-y 
( hyW^fy) 3- F^y-tfy(Koser's Reagent, 2. 
35g. 6.00amol )t«M>'ti' > (12*1) <7)®mZm 
mzX 1 6^IBHIlffL*aFffi*«EB*Lfc. «SEt4- 
^h^fyf^XTSF (l.OOg, 6.00nimol) fc$£$X 
:7 / - .1 . 24ml ■ *r UD - 1 ft M&jSS L 7. i 5*7 £ $ 

f i '< , k P ni6 i j - *7Kfiiir?7^> 



MeQ 



NH 
OQ li 



r 'V ,7^,'7i}70 •:. 7,ir. '-' "9 ! />\ 7 

— - f ✓ * ',;>, 1 

TZ24-6 (668mg, 43.4%) tbS 7 7-7 8X2 

[0090] ^liiM5 2 - ( 3 - "7 OA-} - 5 - (3 
-^l-^y?i^W 'fTV-A (TZ25-6 ) 

[ft 2 ! } 



6-1(1.0638, 4 . OOnuiiol ) . O-V>1®£(2.10g. 5.19mmo 

i) tmm^v y(m\)<7Mmk 1 «NS3 o#m& 

3fMLfc. R^fc^lK8Wc*th U 77,rK^Ji3i, 

m.^vx-mitz. -mm**. i»» 

£ . t*»ttr;t' S t' t y U * ?i\ 07n7h777 

-f "CftLinw A^>-(i:4)Ti§ffiu set 



I J 5 II 11 ' r ' I.® ft 
TZ25-6(681mg, 66.1X)£f§fc. 

ma 6 1 - 6 2 c 

[009 1 ] £tfcft|6 5 - { 4 -.X K^y 7 x-4--) 
3 7x^/1 1 , 2. 4-*W7Y-JK 1240 
D35-12 ) 
[ft2 5] 



H 2 N 
HO" 

^yXTSK^yi (9.04g, 66. 40mniol > , 1I^MS(2 
7.15s, 199.22wl)„ SKS7'fvl(&8m!)(7M^t, T 
-X- h iJM-'l (8. 84g, 66.39noiiol) 
x^;l.;>Mf|(4H. 17.1ml, 68.40«ol) £Jp£ i 3 0°Ct 
T3«*ISHll£fcSiSU:. TOi^t*?-iui.. 
r/i-:w i i,i,7 MWJt a e!^te^ ;<k*8L * 



M W 0 



MeO' 

S: y- 'J ii fiW a-? h 757 < -fctf LffiSx-f ;y-'\ 
*-f>- (1 : 9) L 1240D35-12£#£ . 2:tl.&It(,:.-f 
Vrnt7lx-r^J:9l?^L.*fer';XA^(3.7 
79g, 22.62) fcLfc. »t£ 9 7-9 8'C 

[0092] mmi 2 , 5 - t:X ( 3 - h/L 4/1- ) 
-1, 3, 4 -^-9- y7V'-/H 13401)25-40 ) 

[ft2 6] 

N—N 



11-1 (5, 37s. 20. Olmmo l)b** y-JUfc U > (18.7ml , 20 
0.6immol )<?)»&£ 1 3 0°CtT 3 OiJMtft^o 

>IT> t--T?]c7"4 :t fnL 7 pd^/IA -Cttffl L£r„ 7n 
D*;l7^Jl{i*. MloAS*T»f*. **ISm-777t 
y"7A-Cli3i. ^«*Mff§*L^„ IS*yM7)l 



7n7i (^dd*w) vmmi. :gtsiSxf-A- 

A.dr+f- y J; 0 L*fe7°y XAM^1340D25-40(2. 9 
96g, 59.8S)^#^. 
8 2 8 37: 

[0093] «IM8 2-{2-tyy/l)-5-7 
x-/H, 3, 4-t :! f't77/~/K 1340D25-46 ) 



(14 3) ) 01-23 3 767 ( P 2 0 0 1 - 



li^J + HgNHNOC N 1 (j 



N-N 



7i-/L bV?V>lX?> (7.82g, 40.00wol), «- 
< 1 f 1 1 i r^g^f- K y 

*7A(4.02g, 37 . 93BMDO 1 ) fc ilx ? y - /MlOOml ) !K9 

? " ]i er M I! L L x 3 

_ ] tl M ' i - IK I rv , 

/PjJvkkTSt 20ml) ^Sni 3 30 OCT B ! 



4- (Mt>-?an*fli,(1:4i) -rffML »i 
Bt#x^-/u \*tyj; '9 SM^ L*ffe7 y X24MH 3 
401)25-46(3. 036g, 36. !£)£■#£* It* 12 7-128 



[00943 mm9 

-)V) -5-7x-/H 
340D25-15 ) 
[It2 8 3 



4 -:t^^>'rv'~;Kl 



HOOt 



4 - 1^ f- )VT 5 y 7 x —}Vi) A if >M ( 1 . 652g, 10. 00 
mraol), SB6|v^f-;lyij!;l.-ArS K (0.039ml, 0.05uol) 

t^i&fbw >(5*mm®mtz. jutt^u/p 

(1.05ml, 12.04mmol)^MiS^Tl Oi^TSTLfctlL 

1 mm 1 mm it* m^mmmv 

U > > (0.81ml , 10. Olmmol) , 5 -■ 7x-/l t b ?V- 
>U (1 ■ 462g , 10. OOminol ) t (HftT-fe b - h U /H5ml) & 

an*. , 2 ma 3 0 iMnflKis tfc. Kmiztmm*. 

«:■'];. PMr f, I ^ }i i 1 



NWe 2 

:? 7 - tft LMSx^/t - 7 ODMA (1 : 15) Tit ffi 

XA»ftl34DD25-15(422«, 15.9»£ftfc. US 13 
5-1 4 0T; 

[009 5] fgflftl 1 0 2 - [ 2 - (2 - 7 'J /!✓ ) t" 
-;H-5-[l, 3, 4 ) -^^rV-zK 1340D25 
-23 ) 

[lfc2 9 3 



HOOC^, 



N-N 



N-N 



3- (2-7U/I/) T?y/l#(1.381g, lO.OOmol), 
mit-ft-MO.SOnl , 11. 03mmol) , f-/l tf/ki, 7 5 
F (0.039ml, 0.5Qbpo1), /Ml. 4il)0>»B 

s^msi-t 3 i^fsisff t/i . !&mmhiz 5 - 7 x 

-A^h^f~)l (1.462g, lO.OOraoD^Jnx. 

1 1 $iai\ 0 otT3Nf»tfc, summ 

k 1 j }<*-*- h u 72,7]<?r ia,i, Sgtx^;lt#[il L 

, 7i rt . H< I j v ! J ^ . 

Me0 ^HN-NH 

18-1 (5.04g, 19.37irmiol) t ^vSftyyaS.Oml, 19 
S.lliRiimoDc^l^S- 1 0 1 ^3 0&ffl!ffi 



>• n-/ h /57 1 - ( *g|x^;l.'-^^^>' (1:3) > "C" 

imbl, set 9 5%x.f mmim&yv 

XA^fl,1340D25-23 (653mg,27. 4%) £%tz. 

1 3 1-1 3 2°C 
[00 963 UttMl 1 2- ( 3-7U/W -5- 

V-;K 1340D25-32 ) 
[lt3 0 3 
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" h^77^~{C#LPKxf-;k-^Hfy(l:3)'C134 
1025 32*5 'diltz ffl&ikZ >f V rnbVix-f/^i 
iBgfiA fefe7°> < U §^(4.34g. 92.525 b W:. M 

° 70 - 7 1 °C 



MeO. 



E00973 HffcWl • 

;K 124TA35-17 ) 
Ut3 1 3 

N-N 



3- ( 3-y0iV) - 5- 

-a, 2, 4]-H;rv- 



1540025-32(1. 21 .lmg, 5.00mio[) 2 t ■ !.■ - , 13. 
14ool)^f i- -5 b Fn7 5y(5«l)«JB«*S1ptf 1 5 
0 f C C 2 4& i r|»V_ /L £:»I«th 

-iZtf I illf/^-^f V (1 : t) -C!24TA35-17£j§ 
MeO 



HN-NH 



IHIx*^J:9StSaU: (471mg. 39.11) . M 
jS 1 6 9 1 7 1 °C 

[0 0 983 l?ffiMl3 2- ( 3 -7 U A } -5- 
(3-^h^7x^)-(l, 3, 4)--fT^'TV" 
-M 134TD25-2 ) 
Ut3 2] 

N~N 



18-1 (1.562g, 6.00=01), SMfcUXl.SOg, S.lOaw 
ol) fe^Sb U i"> (12ml)i?)»lSr 1 0 O'CtT 9B# 

-miti- h v 7^t-n7ft * 'jet l , mm^w 
mi*, amis*, matmx-m^ m*m 

Jt*B!3Wlc££trfi£!ft (2. 529g) (4. > n° 5 b /PX> X)V 
*yfS*ftft(0.395g, 2.08nunol) fcffiM Wtxy (25ml) 
* Mi. , 30 4HSM!BeSK L fc . EJEfR^ttWKiNc* 



h/77 f~ (iH8x^-^-9->(l:3)) "CfffM 
ft, St 9 5%X^y-;l^J:UI¥teALl34TD25-2(0.82 
0g, 52.98) 

75. 5-7 6. 5*C 

[0099]£SWl4 2- (2-7'J/l^) -5- 
[1,3, 4)-?-7iW-/K 134TD25-5 ) 

[;L3 3] 

N-N 



21 1(2 931s, te.QOmomxm M l.O-M, 14 
4mnol ) b K> H> (12ml ) * fattilBsffii* 6 B&gffln&BS 

i, IlLfc^O^^-Mi MMZ%m£L 
P., ffl*Mj(1.521g). 4 — ^ ~}-~tl~}--$ KyXT 5 K 

' ' r . ; rst 1 1) - - „ n n - 

T 3 0 iivMT'.r: fiOESS j; 9ig££j£EEW£U « 
Et 



34TD25-5(670nig, 23.0»£#fc. it* 111-11 3 

°C 

[0 100] S&ftWl 5 5-77>-3-^^-3- 
( 3 Ky7i-/^) >f y*^v«-;l- { 1X35-9) 
[^343 



1- (3-^Ki/7i-/H i^/zt^yA (1.65 
g, O.Olmoi) ITHF (55ml..)t> *»U MTn-7" 
-;7l-Uf- r >A (l.m^-?>WWl. 14aL) i?lTL^ 0 
• ac 3 0 ML? % -3-/7^;r.> 

S| L r ii x f7l 1,1 7g 5iamol ) c?)TH F?f ( IQoiL) 



tyy*^n?F (82g, ftlxf ;v-^*y= 



(H 5) ) 01-23 3 767 ( P 2 0 0 1-67 



1:4) Tt?U3&4ZMz<ktsmi®Zm*)&Lfi:. 
M frmiZ -3(C^ l; ij fiV? cr? b (90g, h;Hy) 
"CHS L , mm&VlKiW (480Hg) 

r- 



HjS 3 6-3 7'C 

[0101] UT\ !5!«icLT^0ffi^€^t! ( I ) £ 

[0 102] 
[£2 9] 
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[0104] frtttf^l 1 b b TaKA I i^|fef7nt 
M . 1 O^m^H^i^L-i'MF. <,I%r lj ; '0 4 1 8 



nig, ml. Gibcofti) 4ri.fi/jll 



- !- ' ' x , - . 'i 5 TJiiM _ , „ ; - , - 

H L„ 4 8 Btft] 3 7 "C , ? V ^ * - ' f K [- \ t'ft L 

Kttft 0-I0/i g/m i i; «t 3 Cftftl L „ § h 

£2 4 mmmmk. Mmzn>~>? x 9— tfr ■/ +m mis 

Iit"-y*y-yLT7. 5 (fiUfSg) SCi* -f y^ftl 
jtffcS&ttl!) OTlk /v > 7 x 7 — fe'Stt * /l- 5 / X 
(felSacthSMicroBetaTM TRILLIX, ] # 9 x. 

<*^Bg{^^ffc-^s{smSo^r. D M SO<D» ) 

t*r lt 2 fiwst § {timmm'hmimm ( m e 
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[0105] 



it t #5 


MED(jtt M) 


123TA14-2 


0.59 


1240D35-12 


0.07 


1240D3615 


0.18 


1240D3513 


0.7 


124TD35-6 


0.93 


1340D25-9 


0.22 


1340D26- 10 


0.91 


13401)25-1 


0.74 


1340D25-15 


0.27 


? a d c > 


0.56 


1340D25-23 


0 *2 


i UODkS 28 




1340D26-27 


^ 4 


1340D25-32 


2,6 


1340D25-34 


1.6 


134OD25-40 


0.17 


1340D25 46 


0.37 


134TD25-1 


0.S9 



[0 10 6] H3 1 

[0 10 7] IBM* 1 IBJ 
itftft (1340D25-32) 

?sjt 

;KUt"^.;l,-r;l-"n-;l/ 



1 5m g 
1 5 m g 
1 5 m g 
1 9 m g 
3m g 
3 0 rn ! 
3 m g 



[0 1 0 8] «KPJ2 ^T-tMu 

(134GD25-40) 1 0 nig 



134TD25-4 


0.58 


134TD25-5 


0.98 


F25-10 


2.5 


1X35-1 
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0X24-8 
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TZ24-3 


0.45 


TZ24 5 
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TZ?4-6 


1.2 


TZ241 1 


1.2 



Xf7 0 yWzy^i-^l- 10mg 
HIS 8 0 m g 

zKztT&mwAzmLxtirvmb u:. 
[oio9]«wm3 mm 

■ft^fil (1240D35-12) 3 0 g 

f Lff 2 6 5 g 

Xf7'jyi7^^/7A 5g 

[0110] 

&t tzitmmm^m-h^/tfzimmm t ix 
mirmxhi. 



31/4155 


A6 1K 31/4155 


4 C 0 6 3 


31/4192 


31/4192 


4 C 0 6 9 


31/42 


31/42 


4 C 0 8 6 


31/421 


31/421 




31/422 


31/422 




31/4245 


31/4245 




31/425 


31/425 




31/426 


31/426 




31/427 


31/427 




31/433 


31/433 





31/4436 
31/4439 
31/506 
31/5375 
A 6 1 P 3/06 

9/10 1 0 1 

43/00 1 1 1 

// C 0 7 D 207/32 
207/34 
207/50 
231/12 

231/14 

249/06 5 0 4 

257/04 

261/08 

263/32 

271/06 

271/10 

277/22 

277/24 

285/06 

285/08 

285/10 

285/135 

307/36 

307/38 

307/42 

307/68 

333/06 

333/12 

333/16 

333/18 

401/04 

401/14 

403/04 

405/04 

407/04 
409/04 
409/14 
413/04 
413/06 

417/10 
417/14 



31/4436 
31/4439 
31/506 
31/5375 
A 6 1 P 3/06 

9/10 1 0 1 

43/00 1 1 1 

C07D 207/32 
207/34 
207/50 
231/12 



249/06 5 0 4 

257/04 

261/08 

263/32 

271/06 

271/10 

277/22 

277/24 

285/% 

285/08 

285/10 

307/36 

307/38 

307/42 

307/68 

333/06 

333/12 

333/16 

333/18 

401/04 

401/14 

403/04 

405/04 

405/14 

407/04 

409/04 

409/14 

413/04 

413/06 

413/14 

417/04 

417/10 

417/14 

285/12 



(14 9) ) 01-23 3 767 ( P 2 0 0 1 - (* 6 7 



lW Sit F;?-A(##) 4C023 BA07 

±M!nMmMB}Kmffl5TmM4^ 40033 AD09 AD20 

*g»«igPfciS£tf:l*J 40036 ADOS AD16 AD20 AD21 AD30 

ftff i£iJ 4C037 GA05 HA08 MOO 

j^ffj iJlb-fj^C "~ * rB12#4-t 4C056 AA01 AB01 AB02 AC01 AC02 

] AC05 AD01 AE03 FA04 FA 1 1 

4C063 AA01 BB01 CC22 CC58 CC62 
CC67 CC75 CC76 DD06 DDI2 
DD51 DD54 DD5S DD62 DD67 
EE01 

40)69 AC07 \Cll) BA08 BB49 BC23 
4C086 AA01 AA02 BA03 BA06 BC13 
BC17 BC36 BC62 BC71 BC73 
BC82 BC85 BC86 GA02 GA07 
GA08 GA09 GA10 MA01 MA04 
NA14 ZA45 ZC02 ZC33 



